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© Nouveaux derives de synergist* nes et leur preparation. 

@ Nouveaux derives de synergistines de formule 0) dans 
laqueUe Y - H ou N(OW» et R represente 

a) soh H ou OH 

b) sort un radical de formule NR. R. dans laquelle R» et R* « 
H, phenyle, pyridyte (eventueilement substrtues par dial- 
coyiamino (1 a 4 C) ou etcoyle (1 a 10 C) (eventueilement 
substitue par OH. SH. COOH. anilino. alcoylamino ou dial- 
coyiamino dont au moins Tune des parties alcoyle est sub- 
stitute par OH. SH. COOH ou anilino) ou alcenyle (3 ou 4 C), 
alcynyte (3 ou 4 C) ou bien Ri et R« torment ensemble un 
hete recycle contenant eventueilement un autre heteroatome 
tel que O, S ou N (eventueilement substitue par alcoyle) 

c) sort un atome d'halogene. un radical trimethylsilyioxy. 
dtalcoylphosphoryloxy ou un radical -OSO»R* ou -OCOR», R» 
etant alcoyle. trifluoromethyle, trichloromethyle. phenyle 
eventueilement eubstitu6 et R* etant defini comme R» ou un 
radical acylalcoyle. a I coxy carbonyi alcoyle ou alcoyloxy. ainsi 
que leurs sels et leur preparation. 

Ces produits sont utiles comme intermediates de syn- 
thase. 




(I) 



Ou 
LU 



65-O39663/07 B02 
RHONE-POUIENC SANTE 

13.07.83-FR-0 11706 (I3.02.B5) C07kO7 
New 5-deha-methylene lubjld. synergUlin dertvs. - 
inter medio lei lor antibacterial* 



RHON t3.07.83 
•EP -133-098- A 



useful 



C8S-017097 | D /S; AT BE CH nK FR nniTrnn k,t cp 



Synergists derivs. of formula (I), their addn.^salts with 
acids and N-bases, metal salts and (where appropriate) 
their isomers or. ralxts. ure new: . ; -. 
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Y = H or Me,N; 

R 5 (a) H or OH; (b) NR,R, or (c) halo, trimethylsflyloxy , 

diattylphosphoryloxy, -OSO,R, or -OCOR 4 ; 
R, and R t = H, phenyl or pyrldyl (opt.substd. by dl(l-4C)- 
alXylamino). 1-10C alkyl (opt.substd. by OH, 
SH, COOH, pyridyl, anilino, alkylamino or 
; dialkylamino (with at least one alkyl substd. Dy 
OH, SH, COOH or anilino)), 3-4C alkenyi or 
alkynyl; 

or R, and R| together complete a 5- or 6-membered hete re- 
cycle opt. contg. another 0, S or N (opt. alkyl substd.) 
atom;. ^ 

R, = alkyl. CF^fcci, or phenyl (opt.substd. by halo, 
alkyl or NO,); 

R 4 a as R, or also elkylcarbonylmethyl, 2-(alkylcarbonyl)- 
ethyl, alkoxycarbonytaethyl, 2-(alkoxycarbonyl)ethyl 
- or alkoxy; 
ell alkyl contain 1-4C. 

MORE SPECIFICALLY ... .. 
R * H, OH or Nk'R,'; 

R i 1 and, R,» « if , phenyl , Jopt .substd . by dialkylamino ) 7 

BP- 133098- A* 



USE 



alkyl (opt.substd. by OH, SH, COOH, 
pyridyl, anilino. alkylamino or dialkylamino 
with alkyl subsid. by OH) or 3-4C alkynyl.* 



(I) arc intermediates in the synthesis of water-soluble 
antibacterial synergist in derivs. (which are claimed in 
EP- 133097). 

PREPARATION 



>N-CH 



^x 2 



(I; R = -NR,R t ) 



Ri and R, * 1-4C alkyl or together complete a heterocycle; 
X, and X, = alkoxy or substd. amino as defined above for' 
NR,R,. 

Reaction is prof, at around 20°C. esp. using tert. 
butoxy bis(dimethytamino)methane (II) as reactant. 
The prod, can be reacted 

(1) with an alkali borohydride in the presence of a 
strong organic acid to give (I; R = H); 

(2) with another amine to exchange the NR.R, gp. ; 

(3) hydroiyscd to give R = OH which is then reacted 



with halogenoting agent. R"-halo. (R» = trimethylsilyloxy 
dlalkylphosphoryloxy, OS0 2 R, or OCOR 4 ). 

EXAMPLE 



ethane was treated with. 230 cc. (11) and the mixt. stirred for 
18 hr. at 20°C. It was then diluted with 1 1. dichloro- 
methanc, washed 3 times with 0.4% aq. NH.Cl. dried and 
coned. 

The residue was triturated with 600cc. water, filtered and 
the filtrate coned, to dryness to give 4lg. crude 5fi"-diroethyl- 
amlnomethylene pristinamycin l A . A 23. 5g. sample of this 
was chromatographed to give 12g. pure material of m.Dt 
about 195°C.(76ppl25lHDDwgNo0/0). 
(F) ISR; US4355112 5.Jnl.Ref. 



EP-» 13 3098- A 



no ® .J 98 * DERWENT PUBLICATIONS LTD. 
us of til 'rJ heo ^ a,ds Road - London WC1X 8RP, England 
US Office: Derwent ^Inc. Suite 500, 6845 Elm St. Mcfilan, V* 22101 V> 
Unauthorised copying of this abstract not permitted™ 



